a2 United States Patent

Verkade et al.

US009636421B2

US 9,636,421 B2
May 2, 2017

(10) Patent No.:
45) Date of Patent:

(54)

(71)
(72)

(73)

")

@

(22)

(65)

(63)

(30)

Oct. 3, 2014

(1)

(52)

SULFAMIDE LINKER, CONJUGATES
THEREOFE, AND METHODS OF
PREPARATION

Applicant: SynAffix B.V., Oss (NL)

Inventors: Jorge Merijn Mathieu Verkade,
Eindhoven (NL); Maria Antonia
Wijdeven, Lent (NL); Petrus Josephus
Jacobus Maria Van de Sande,
Eindhoven (NL); Sander Sebastiaan
Van Berkel, Lent (NL); Floris Louis
Van Delft, Nijmegen (NL)

Assignee: Synaffix B.V., Oss (NL)

Notice: Subject to any disclaimer, the term of this

patent is extended or adjusted under 35
U.S.C. 154(b) by 0 days.

Appl. No.: 15/360,610

Filed: Nov. 23, 2016

Prior Publication Data

US 2017/0072068 Al Mar. 16, 2017

Related U.S. Application Data

Continuation of application
PCT/NL2015/050697, filed on Oct. 5, 2015.

No.

Foreign Application Priority Data

(EP) 14187615

Int. CL.
AG6IK 31/18
AG6IK 31/175

(2006.01)
(2006.01)
(Continued)
U.S. CL
CPC .. A6IK 47/48715 (2013.01); A61K 47/48384
(2013.01); A61K 47/48584 (2013.01); CO7K
16/32 (2013.01)

(o]
PR PN gl . .
H O” Val-Cit-PABA-Ahx-maytansin

36

E—N f\/OTVaI-Cit-PABA-Ahx—maytansm }
o

37
0 Qp

E_‘H/\,O\/\OJ\H,S\N{/\/O

38
0]

YVal»Cit»PABA-Ahx—maytansin }

(58) Field of Classification Search

CPC ...ccoonuenee. A61K 39/44; A61K 2039/62; A61K
47/48376; A61K 16/32; A61K 47/48384,
(Continued)
(56) References Cited
U.S. PATENT DOCUMENTS
4,585,862 A * 4/1986 Wang ............... C07D 311/90
544/319
FOREIGN PATENT DOCUMENTS
EP 0199963 Al * 11/1986 ... C07D 207/40
WO WO-01/88535 Al 11/2001
(Continued)

OTHER PUBLICATIONS

Babic et al.,“Synthesis of 1-C-linked diphosphate analogues of
UDP-N-Ac-glucosamine and UDP-N-Ac-muramic acid”, Tetrahe-
dron, 2008, vol. 64, pp. 9093-9100.

(Continued)

Primary Examiner — Shafiqul Haq
(74) Attorney, Agent, or Firm — Foley & Lardner LLP;
Sunit Talapatra

(57) ABSTRACT

The present invention relates to a compound comprising an
alpha-end and an omega-end, the compound comprising on
the alpha-end a reactive group Q' capable of reacting with
a functional group F* present on a biomolecule and on the
omega-end a target molecule, the compound further com-
prising a group according to formula (1) or a salt thereof:
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